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* *H <7> # 7 ? hx^f v»aJtJWW«l«t ^ "C 
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3.03. 2.83pp«K *n*'m. 1. 1. 2. 1. ICO 
-fa r/^t. 

10." C * -< 0 K * 

3ft 7 (SCO IT t < cT 74. 0. 72. 3. 68. 4. 67. 6. 
60.4. 59. 9ppoK 1 ' C CO *> ^ * ^ "** * 

1 1 . &*m 

^ j f y - a, % -V>^A.^/U*^VKtCoI?& 

□ * a* £ 7 & 
l 2 . SfeRJC 
- v t KWKIC W 14 

r v *-Tttffl«flRJt 

1 3 . v 'JAy^liJBi" 3 " 7 77^ - 
Rf- 0 . 5 5 

? □ 0 * /u A : XV *-7 

C 1 : 2 : 1 ) Rf- 0 . 5 4 
1 4 . 0 - iS ? 0 hV^-*B*it(Stt 

—669— 



51.900 IU/ag ClC*. 0.0048 ocg/ol) 
1 4 . *R 

m fe 1 1 # & a 



CH 3 0H 




OH 



2 . fl-^* • fl^ft 

C . H i i N O i MW . 1 7 7 . 2 

3 . jtKfrtt& 
C • H t i N O • 

S+ * ft C # ) 

C. 40. 68: H. 6. 26: N. 7. 91 

Xtttt C # ) 

C. 40. 40; H. 6.07: N. 7. 88 

4 . 

204-206 *C 

i i . mm& 

fc y / * j - /uteris, ^a,W 
- /uictem, T-fehv, i-r/u, ^ DD ^ 

1 2 . 

« v t K 'J Wtt 

r v * - r fcfflBiSRfc Slfctt 

1 3 . </ U * y B 9wh#97<<- 
Rf- 0.61 

n - y * y - a, ; ftg* : * C 3 : 1 : 1 ) 
Rf - 0 . 3 4 
1 4 . $ - H ? 9 h->^-*!fi#it?§& 

43.5 lU/ofi ClCi. 5.75 ncg/ol) 
I 5 . frWL 

d . i - f * f h * * r > 



V : ^361-280472 (4) 

ftffiSttm/z-176 (MM) 

6 . itmitm 

[a] D "+122.0* C c - I . 0 . * ) 

7 . tffl-tt&JR*^? h>u 

L 

v „.. CB ' 3380. 3320. 3220. 2970. 2950. 
2910. 1660. 1632. 1500. 1470. 1420. 1385. 
1368. 1340. 1300. 1255. 1160. 1146. 1120. 
1100. 1080. 1060. 1018. 985. 935. 905. 
880. 830. 790. 675. 640. 600. 550. 500. 
440. 370cm- 1 
9 . , H*2E*B&#'ia*'<? h *> 

% 1 0 El<7> r t < S 3.51, 3.49. 3.22. 

3. 15*2. 85ppm£ 1. 1. 1. 30 7*o hV^t, 

i o . "daffift^Ba*^? h ^ 

3ft 1 10<^:M 5 174. 3. 73. 0. 70.0. 
68.6. 61. 7. 55. 6ppmK ' * C <T> *> V + ^ 7* 

I . flliS* 




OH 



2 . • 

C.H..NO, MW.163.2 
3 . 5c»«"*f(a 

C.HiiHO,* AoH.O 
5t 9 fit C % ) 

C. 43. 68: H. 8. 06: N, 8. 49 
SffcflS C % > 

C. 43. 68: H. 7. 93: N. 8. 31 

4 . 

2 1 8-2.20*0 

5 . * ^ ? h/uCS5l 2 061) 
ftffi^ftm/z-164 (MM) 

6 . itJSftS 

[ a ] »' 1 + 5 2 . 8 ' ( c - 1 . 0 . * ) 



—670— 



7 . ^ ? * 

♦5 A « R IK <c t 
B . & fl- & & & * K ? h a. C 1 3 (2 & & ) 
y 3360. 2900. 1640. 1450. 1400. 

1360. 1290. 1235. U50. 1055. 935. 902. 
854. 810. 715. 683. 590. 505. 475. 418cm' 1 

»MHor"i < 5 3.33. 3.08. 2-98. 
2.91. 2-80. 2.45. 2.07. 1 . 70 ppmtC & 1 <7> 7 

10." C * K ? h 

$ 1 5 B1<0 r t < S 75.9. 70.1. 69.0. 62.2. 
59. 7, 49. 9 ppmK 1 1 C 0) > ^ t^i^t, 
1 1 . 

* , >*y-A,fc&fc, * * ✓ - >U , ^ a /< y 
— /u IC ?8 , T -tr h > s ? a a * yu A 4 -x - f- 
/u tc 7^ ?3 
1 2 . 

-vt K'J vEJC » 1* 

HO. 01 Mo- - h o 7 ^ - A. • /? - D - # 7 ? h 
e 9 s - 0 - SoliJg^ti. 3 0 *C "C 

is» iM«»th'jn» 

t^f 1 OsiU 4 2 0 nmKfclt4®#& 

CA)^iH5£Lfc, ra^u:. ±safcf* * * * * 

BBS* C B-A)/BX 1 0 0 IC J: »> tt* 

- iS 9 O h->^-4f(Stt*S 0 % PI # C I CD 
1 PI 1 I U ) L fc. 

fcPA-57268;#*<? h 1% * . 



IB3G1-280472 (5) 

T-bh-l*'J>U:ft»:*(5: 1 : 2) 
Rf- 0 . 4 0 

n-?*'-*-. :ft&t:*C3:l:2) 
Rf - 0 . 3 6 

9 o □ * A* /* : >^/-^:7'/*-7( 1 : 

2:1) Rf - 0 . 4 9 

1 4 . & - 1$ 7 O h->y--tfH*JtiStt 

2. 170 lU/mg CIC.i 0.115 acg/ol) 

i 5 .^a 

5S R M <7) a ft » 3K 

D - # ? ? hew-UiflHt^-i/H 

o - - h a y s - A.^itfeffi"C3£ft-ta3.i(C 
Jt •) in 5£ t fc . + & *> t> * 0 . 1 M ft K © Si 
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S £ *<|tft * PA-5726tfc£ift&&X*&tt$f # 
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*C , l 4BB94S) 

-f. 4 fclKSi^Ktt 7 f # / v r - •> s >tc^ 

C smooth type ) "C *> 4 . *®ttttt^ra^>eiS^ 
^S/W^otfy^C hygroscopic ) ft £ <C 0 8k 

ait-* a . 

(b) J3«±oBittC 2 8*C, 14BEJI&*) 
(C J: £> • 



— 671 — 



1 



3 


£11 


» * a * 










's a 9 o " * • «Efi&£ 




#r 


- 






^a-* • r 


// 






tt 


tt 








tt 


it 


ft 


• ft© 


// 


// 




tt 


tt 




// 


// 






tt 




// 


««t 


- 


tt 


tt 




/* 




aw 


tt 


it 




// 


ft 


tt 




tt 




// 


tt 


tt* 




tt 



JQ3G1-280472 (6) 
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L-T?£^-** D - * ■> o - * * D - ^ A- 
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l - ? a y - * 

? * -7 V * . If 7?f tfx(Ihe 
Actinooycetes) ft 2 * ( 1961* ) % V -f - V V 
? ft XXf* ~S MJ-^f)I.S.P.( Interna- 
tional Steptonyces Project) Y V * - -7* 5/ 
a -f- A- i? ir - -7- * * ^ ? > % J r^r s r 4 V 9 
'< 0 f- l ) ~t a *s - C International Journal of 
Systematic Bacteriology ) ft 1 8« % 69S . 279£ 
C 1968* ) . m ftl9#39lK C 1969* ) % P) ft 22 
4 • 265IC C 1972* )fcJ:tf '<-V?-X "7-3- 
T A- * -1 t * - i % < t < 1 '< 9 7- *) * a 
*s - (Bergey'a Hanual of Determinative Bac- 



teriology ) ft 8® C 1974* ) tt h </ K . * <0 ft&O 

jstaia<7)flfa5fe^^c/tt<o^^ bPA-5726»(7>ifi at 

y * C Streptonyces lydicas ) [ Interna- 
tioaal Journal of Systematic Bacteriology ft 
19&, 448R C 1969* ) % Bergey's Manual of 
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(C ^ X (i , ±K<?>PA-S726«t<t hXfiK. 
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*f 7 ? K x * ^ y o 

<T A, za - x i.0#, * IT S ✓ »0.2%, * 

500«1« ft 0> ffi ffl 7 7 x ^ tC 100nl-f O^-ft t % 
120'C. 20#Hifcffi lfc^^«l««tt5, 

Xhu^h^Y** • 7 <f x V * * PA-5726 
«i C Strcptooyccs lydictis PA-5726, «X^f®* 
» 5657^ )0>ftaB«ft*'b-dft*ft*±£ttffi 

tfi<t » 'J * 0.076%. ttft-y^*V 
*> A • 6 * fP & 0. 042% , Jfl-fttJc • 6*»4t> 



673— 



0.002S9*. 3SK3Sffi* 7 ***0.0022*. V <t t 
^ * V 9 a • 4 * *P & 0.0018% * <J « C PH 

7.0) £ W fi+ *> • 

~ O^fl&lOOmlt SOOml&ft <?> *S ffi 7^31:^ 

L % 28'C-CS^U0tttt, fictl 7-cb-C 5 B HlSa 

# 5 ? h 7. * *■ ^ 43.500 IU/oIC IC.,- 0.0057 
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x*«*<Tft^* JS**Tfcfct>K:il*>3-*fc * 

i ^fcfi*K£B**ac*-XpH4.5U: Ufi L , *S & 
ftl.5#C 237 s 5 **HL30«-|B«I* t"Ci&*atf 

t , *»SftiA*15£ *ff a - 
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^-lU(OH§)(fiia«. 
a, tt ) 2 « tc & i§ <? x , 

50 w x 8C HS ) 1 £ 

tfilHti. 

m&&<» - * ? 9 h->^--tflfi#iSttia»4: 

# @ £S ft b * 1 . 5 £ O # 7 ? hx**-v»fc«rf* 
ft « :<Ol8fi)[W)J-^7 7 h->y--tfa$lStttt 
238. 100 IU/nl C IC . - 0. 0010 ncl/ol) I) 
6 . 

Xttft 3 

1 / 5 m C 300ml) (CfcH* - S . w<7)»l6«t 
tc 2 & & C 600ol ) <7) .x * J -n-fcjfeflnLtfrW'f' 

IC SEEtffc L . lOOmlt + ft. 

h IRA-47 COHS)CiaiS*, a - * 



f , *xjRM»m-*- ft. 
igtafco * - a 9 9 b >y--tfia#«i4K^* 

& t * i.l t <r> # ? * h**f-vf8«et?# 
ft. r <7>*rfc* #j£fcf£T**S t . 150=1 i- 
ft . 

X* > 70«lfc feto H»C*^y->U«: 500nl& 
AD L T X 9 9 b %9 + > <Offi««tt#lfe * #t***S 
ftC5.54 8 >i:UT:*ftt^-ttft. ^0«fA4r 60*C 
O&7K100alfci8# t*^ - /U 400ol£&#l t X 
II IS A t *J w ft v* % if 9 9 b 7s 9 f- v gflttttt fa 
ttO>fcfett*ISft4.85g - <?> IS A <*> 4 - 

? 9 b *s ¥ - -tflB&fittii 51.900 lU/og 
C ICi.« 0. 0048ocs/ol) X ft « 
4 

^-2X6(OHS)(iafl*» ^^<r**>u 
It ) lOtalfiS^n t -C«t$i" ft . 



2X8COHS) 200ml$: 5£i« Ufc*^AtC&^ 

2d1IC^ITx^ y - /U 20ol«&^iD t X 32 tc i$$g 
w ft V»6fe2t»«:^^^ * ^t7>tt«t«r«fe 

SSfitt I* 71.200 lU/mgC IC .- 0.0035 ocg/ 
■ 1)X X> ft . 

5 

3!f^^ b X 9 1- > 5 v 9 <nlRW)3 & 

1S 7 9 b % 9 T V 200mg $r^C5ialCfS/5?U^ flK 

3 ? 2 ml&Jta U X 5 ^HKfO^ S ♦ 

tCO^N^Btft-f h 'J •> A?9fSE3ml«:^»ltX 5 
^ K « t fc « * HtfaO'S&tS&ZffllfcifeflnUi 
if <7) ttfP ^ 6 m < 0 ifi t , a fft 12ol, * 

K<t + b U A»«SXtl8fflliiS^^T«, SSKSOfl- 
»^ t RJC 4r ^ w ft . 
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i-y^^-50WX8CHS) 20ml % % * t * 

? a Kit r *30mi-cjRWm w-f 4 • 
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✓< - 9 A h IRA-47 (OHD^^t^^t 

o«g ) t t -c ta s -a- * . Z. <7)JS A ^ 1 mlcO* ^ © 
^ t , i ^ y - ;u ISoliSJD fC]9SS&«:ft - & 

95.HDg*rtt*. - O » A <*> * " * 9 9 h V ^ ' * 
lfi#?£&t± 43.5 lU/ngC IC- S.7 5ocg/ol) *C 
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# ? ? h X * T V 200ogfc 50% M^-^5«il 
IC&tfL. " Bft'ft6^40ogfi.D : filEe0.2ral?r iS^fl 

5c fc 5B*K*f w ft * • fcfcttTfc* i£-0#«SK.t 

i) » en & ±» * Ifctta^ -t * w 

v£tft«ffi***V**-2 x *C° H 30 25ml 

# 5 ? h^f >06 fe#*;l07og$; ft * . C <7) 
/ogClCn-O. 115mcg/ml) t i . 
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it, &«f * ± t-c^ea-c 

*<o^tt» ***** * * J= o ft* a • 

ft 1 Htt # ? 7 h***-*^*****?*** H 
/u-C*>»), ft 2 B tt # ? ? K^f-vOftfta'J 
^Afc^O&iH-fc&JK*^? h A "C *> * . ft 3 H 
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•> 9 >^«(l|ltt5lt L-C«l5£LfctO-C>)6. ft 
4 B t± # 5 ? h**rv3attttAHtoa>Jlftfl'tt 

* < 0 h AT ft ») , »5HI±^7^ h^^f >i 

? h a x *> a . ft6H*jj:tf»7Bi*#?* h * 
*r Jta#j<otaasft# i a*' < ? hat*. 

»), ft6Bt±ffi;'K t t 3 Th?/?-A>?vfc8i*4!! 
H t L t ffl 51 L 200MHz' H& IK ft * ^ 0 h A 
ft7EM±fi;K c t 3 T-tel--MJA$:&m4& 
fi t t "C W3E L fc25HHz' 'C&SB ft #9 * < * ^ * 

h a -c *) . ft 9 B 1* # ? ? >■ * * 
v 9 7 * a <7> £ fl: a U ^Afic^o^^eSliR^ 
h/u-Cfc*. #1013*? JitfftlllStt * * 7 h 

^^fyy^^/ionaa***^^ h ^ -c » 

0, ftlOHl±M**x h 9 / f-A- •> 9 > 
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TRANSLATION 
[CLAIMS] 

JAPANESE PATENT APPLICATION KOKAI PUBLICATION NO. S61-280472 
"P-Galactosidase Inhibitor Galactostatins and Process for the Production Thereof 
Claims 

1. A galactostatin represented by Formula (I) below; 

CH,OH 

a? Jr— kh 

>~0R 



' L< 1 1 



OH -' 



as well as derivatives and salts thereof. 

2. A derivative of Claim 1, wherein said derivative is a 1-deoxygalacto statin represented by 
Formula (II) below: 

CH,OH 
HO J -Hfl 



1(1) 



) 

OH 



3. A derivative of Claim 1, wherein said derivative is a galactostatin lactam represented by 
Formula (HI) below: 

CH,OH 




HO 

(n) 

OH 



4. A salt of Claim 1, wherein said salt is a galactostatin sulfurous acid adduct represented by 
Formula (TV) below: 

CH 2 0H 



OH 



5. A process for producing galactostatins by incubating a galactostatin-producing bacterium 
belonging to the genus Streptomyces, and then separating and harvesting the galactostatin from 
the culture. 



Translated by John F. Bukacek (773/508-0352) 
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TRANSLATION 



[EXCERPTS] 



JAPANESE PATENT APPLICATION KOKAI PUBLICATION NO. S61-280472 
"p-Galactosidase Inhibitor Gaiactostatins and Process for the Production Thereof 

3, Brief Description of the Invention 

Field of Industrial Application 

The present invention relates to a novel p-galactosidase inhibitor galactostatin, and in 
further detail, the present invention relates to a novel p-galactosidase inhibitor galactostatin 
represented by the following General Formula 

CH,0H 
HO — Hfl 



OH 



(Where R is XT >. ' or >° >' 



• H ' OH 
J ) 

as well as salts thereof, and a process for the production thereof. 



The production of gaiactostatins is accomplished by culturing a galactostatin-producing 
strain in a nutrient medium under favorable conditions, and then separating and harvesting the 
gaiactostatins from the culture after culturing. The general process for producing gaiactostatins 
is described below. 

The composition of the medium and the culture conditions can be those generally 
employed in the production of antibiotics. In principle, the medium contains a carbon source, a 
nitrogen source, an inorganic salt, and the like. Vitamins, precursors, and the like can be added 
as needed. Examples of carbon sources include glucose, starch, dextrin, glycerol, molasses, 
organic acids, and the like, and these can be used alone or in combination. Examples of nitrogen 
sources include soy powder, com steep liquor, meat extract, yeast extract, cottonseed powder, 
peptone, wheat germ, ammonium sulfate, ammonium nitrate, and the like, and these can be used 
alone or in combination. Examples of inorganic salts include calcium carbonate, sodium 
chloride, potassium chloride, magnesium sulfate, cobalt chloride, various phosphate salts, and 
the like, which can be added to the medium, as needed. 



l 



Culturing can be carried out in accordance with methods generally used in manufacturing 
antibiotics. And a submerged aeration culture is advantageous when liquid cultures are 
performed in mass production. In cases where the pH of the culture fluctuates, a buffering agent 
such as potassium carbonate can be added to the medium. Incubation can be carried out at 20- 
40°C, and 25-32°C is particularly advantageous. The incubation time greatly depends on the 
fermentation scale, but 20-80 hours are needed in the case of large-scale production. In cases 
where massive foaming occurs in the culture, vegetable oil, lard, polypropyleneglycol, or other 
defoaming agents can be added before or during culturing, as appropriate. 

After culturing is completed, a suitable method of separating and harvesting ordinary 
fermentation products is used for separating and harvesting galactostatins. For example, 
filtration, centrifugation, various ion-exchange resins, and other active adsorbent-mediated 
adsorption-desorption and chromatography, and organic solvent-mediated extraction, and the 
like, can be used in combination. 

For the separation operation, it is desirable to convert the galactostatins to salts for 
convenient use in pharmaceuticals and in animal medicines. Examples of acids that can form 
salts with galactostatins include inorganic acids such as sulfurous acid, hydrochloric acid, 
hydrobromic acid, hydroiodic acid, sulfuric acid, nitric acid, phosphoric acid, and carbonic acid, 
as well as organic acids such as acetic acid, fumaric acid, malic acid, oxalic acid, maleic acid, 
citric acid, mandelic acid, ascorbic acid, gallic acid, and the like. 

Moreover, a variety of derivatives can be prepared from the resulting galactostatins. For 
example, galactostatin lactam can be produced by causing an oxidizing agent such as a sodium 
hypoiodite solution, a potassium iodite iodine solution, hydrogen peroxide, ozone, or lead 
tetraacetate, and the like to react with the galactostatins. Furthermore, 1 -galactostatin can be 
prepared by carrying out catalytic reduction of the galactostatin in a stream of hydrogen, using a 
catalyst such as platinum dioxide, platinum-palladium, and the like, or causing a reducing agent 
such as sodium borohydride to react with the galactostatins. Other derivatives can be prepared in 
addition to the two above examples. These derivatives can also form salts with the 
aforementioned acids that are able to form salts with galactostatins. 

[Translator's Note: Six Working Examples follow. Please let me know if you want me to 
translate these examples.] 
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